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Amendments to the Claims: 

This listing of claims will replace all prior versions, and listings, of claims in the application: 
Listing of Claims: 

Claim 1 (currently amended): A compound of the formula 



A denotes an oxygen or sulphur atom, a phenyl - sulphonylimino or cyanimino -groups 

X denotes an oxygen e^s ulphur atom, an imino group op tion ally substitut e d by a C4-6 al k y l 
group or a methylene group optionally subst itu te d by a C ^ - alk - yl group , 

U denotes a C^- alkyl, alkenyl or C^ -a lkynyl group wherein each methylene group may 
be substituted by up to 2 fluorine atoms and each methyl group may be substituted by up to 3 
fl uorine atoms trifluoromethvl or pentafluoroethyl group, 

V denotes a - eh - lof m e - or - bromin e-atonvan aminO p - methylamin o or hydroxy group, 
W denotes a hydrogen, fluorine, chlorine^ or bromine or iodine atom, a difluoro or 



U 




>(I) 



wherein 
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trifluoromethyl group, 

R 1 denotes a saturated, mono- or diunsaturated 5- to 7-membered aza, diaza, triaza, oxaza, 
thiaza, thiadiaza or S,S~dioxido-thiadiaza heterocyclic group, 

in which the abovementioned heterocycles are linked via a carbon or nitrogen atom, 

contain one or two carbonyl or thiocarbonyl groups adjacent to a nitrogen atom, 

may be substituted at one of the nitrogen atoms by an alkyl group, 

may be substituted at one or at two carbon atoms by an alkyl group, by a phenyl, 
phenylmethyl, naphthyl, biphenylyl, pyridinyl, diazinyl, furyl, thienyl, pyrrolyl, 1,3- 
oxazolyl, 1,3-thiazolyl, isoxazolyl, pyrazolyl, 1 -methylpyrazolyl, imidazolyl or 
1-methylimidazolyl group, while the substituents may be identical or different, and 

while an olefmic double bond of one of the abovementioned unsaturated heterocycles 
may be fused to a phenyl, naphthyl, pyridine, diazine, 1,3-oxazole, thienyl, furan, 
thiazole, pyrrole, N-methylpyrrole or quinoline ring, to a lH-quinolin~2-one ring 
optionally substituted at the nitrogen atom by an alkyl group or to an imidazole or 
N-methylimidazole ring or also two olefinic double bonds of one of the abovementioned 
unsaturated heterocycles may each be fused to a phenyl ring, 

while the phenyl, pyridinyl, diazinyl, furyl, thienyl, pyrrolyl, 1,3-oxazolyl, 
1,3-thiazolyl, isoxazolyl, pyrazolyl, 1-methylpyrazolyl, imidazolyl or 1- 
methylimidazolyl groups contained in R 1 as well as benzo-, thieno-, pyrido- and 
diazino-fused heterocycles in the carbon skeleton may additionally be mono-, di~ or 
trisubstituted by fluorine, chlorine, bromine or iodine atoms, by alkyl, alkoxy, nitro, 
alkylthio, alkylsulphinyl, alkylsulphonyl, alkylsulphonylamino, phenyl, 
difluoromethyl, trifluoromethyl, alkoxycarbonyl, carboxy, hydroxy, amino, alkyl- 
amino, dialkylamino, acetyl, acetylamino, propionylamino, aminocarbonyl, 
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alkylarninocarbonyl, dialkylaminocarbonyl, (4-morpholinyl)carbonyI, (l-pyrro- 
lidinyi)carbonyl, ( 1 -piperidinyl)carbonyl, (hexahydro- 1 -azepinyl)carbony I, 
(4-methyl-l-piperazinyl)carbonyl, methylenedioxy, aminocarbonylamino, alkanoyl, 
cyano, difluoromethoxy, trifluoromethoxy, trifluoromethylthio, 
trifluoromethylsulphinyl or trifluoromethylsulphonyl groups, while the substituents 
may be identical or different, 

R 2 and R 3 together with the enclosed nitrogen atom denote a group of general formula 



Y l denotes the carbon atom or, if R 5 is a pair of free electrons, it may also denote the 
nitrogen atom, 

q and r, if Y 1 denotes the carbon atom, represent the numbers 0, 1 or 2, or 

q and r, if Y 1 denotes the nitrogen atom, represent the numbers 1 or 2, 

R 4 denotes the hydrogen atom, an amino, alkylamino, cycloalkylamino, dialkylamino, 
N-(cycloalkyl)-alkylamino, dicycloalkylamino, hydroxy, alkyl, cycloalkyl, amino- 
C2-7-alkyl, alkylaminO"C2-7~*alkyI, dialkylamino~C2-7~aikyl, aminoiminomethyl, 
alkylcarbonyl, alkylsulphonyl, alkylcarbonylamino, alkylsulphonylamino, 
N-alkylcarbonyl-N-alkylamino, N-alkylsulphonyl-N-alkylamino, aminocarbonylamino, 
alkylaminocarbonylamino, dialkylaminocarbonylamino, cycloalkylaminocarbonylamino, 
dicycloalkylaminocarbonylamino, phenylaminocarbonylamino, aminocarbonylalkyl, 




wherein 
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alkylaminocarbonylalkyl, dialkylaminocarbonylalkyl, aminocarbonylaminoalkyl, 
alkoxycarbonyl, alkoxycarbonylalkyl or carboxyalkyl group, 

or, if Y 1 does not denote the nitrogen atom, the carboxy, aminomethyl, alkylaminomethyl 
or dialkylaminomethyl group, 

a phenyl, phenyl^Ci-3-alkyl, pyridinyl, diazinyl, 1-naphthyl, 2~naphthyl, 
pyridinylcarbonyl or phenylcarbonyl group which may each be mono-, di- or 
trisubstituted in the carbon skeleton by fluorine, chlorine, bromine or iodine atoms, by 
alkyl, alkoxy, methylsulphonyloxy, difluoromethyl, trifluoromethyl, hydroxy, amino, 
acetylamino, aminocarbonyl, aminocarbonylamino, aminocarbonylaminomethyl, cyano, 
carboxy, alkoxy carbony I, carboxyalkyl, alkoxycarbonylalkyl, alkanoyl, 
o)-(dialkylamino)alkanoyl, a>-(dialkylamino)alkyl, co-(dialkylamino)hydroxyalkyl, 
<o -(carboxy )alkanoyl, difluoromethoxy, trifluoromethoxy, trifluoromethylthio, 
trifluoromethylsulphinyl or trifluoromethylsulphonyl groups, while the substituents may 
be identical or different, 

a saturated or mono- or polyunsaturated 4- to 10-membered azacycloalkyl group, a 5- to 
10-membered oxaza-, thiaza, diaza- or triazacycloalkyl group, a 6- to 10-membered 
azabicyclo- or diazabicycloalkyl group, a 1 -alkyl-4-piperidinylcarbonyl or 4-alkyl- 
1-piperazinylcarbonyl, a 1 -alkyl -4-piperidinylamino, 1 -alkyl -4-piperidinylaminocarbonyl 
or l-a!kyl-4-piperidinylaminosulphonyl group, 

while the abovementioned mono- and bicyclic heterocycles are bound via a 
nitrogen or carbon atom, 

a methylene group in the abovementioned mono- and bicyclic heterocycles may be 
replaced by a carbonyl or sulphonyl group, 

in the abovementioned mono- and bicyclic heterocycles any methylene group not 
directly bound to a nitrogen, oxygen or sulphur atom may be substituted by one or 
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two fluorine atoms, 

the abovementioned mono- and bicyclic heterocycles as well as the 1 -alky 1-4- 
piperidinylcarbonyl- and 4-alkyl-l-piperazinylcarbonyl group in the ring may be 
mono- or polysubstituted by a Ci-y-alkyl group and/or 

monosubstituted by a benzyl, alkanoyl, dialkylamino, phenylcarbonyl, 
pyridinylcarbonyl, carboxy, carboxyalkanoyl, carboxyalkyl, alkoxycarbonylalkyl, 
alkoxycarbonyl, aminocarbonyl, alkylaminocarbonyl, alkylsulphonyl, cycloalkyl or 
cycloalkylalkyl group, or substituted by a cycloalkylcarbonyl, azacycloalkyl- 
carbonyl, diazacycloalkylcarbonyl or oxazacycloalkylcarbonyl group optionally 
alkyl-substituted in the ring, 

while the alicyclic moieties contained in these substituents each comprise 3 to 
10 ring members and the heteroalicyclic moieties each comprise 4 to 10 ring 
members and 

the phenyl and pyridinyl groups contained in the abovementioned groups may 
in turn be mono-, di» or tri substituted by fluorine, chlorine, bromine or iodine 
atoms, by alkyl, alkoxy, methylsulphonyloxy, difluoromethyl, trifluoromethyl, 
hydroxy, amino, acetylamino, aminocarbonyl, aminocarbonylamino, 
aminocarbonylaminomethyl, cyano, carboxy, alkoxycarbonyl, carboxyalkyl, 
alkoxycarbonylalkyl, alkanoyl, cD-(dialkylamino)alkanoyl, co-(carboxy)alkanoyl, 
difluoromethoxy, trifluoromethoxy, trifluoromethylthio, 
trifluoromethylsulphinyl or trifluoromethylsulphonyl groups, while the 
substituents may be identical or different, 

R 5 denotes a hydrogen atom, 

a Ci-4-alkyl group 9 while an unbranched alkyl group may be substituted in the to 
position by a phenyl, pyridinyl, diazinyl, amino, alkylamino, dialkylamino, 
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1-pyrrolidinyl, 1-piperidinyl, 4-methyl-l-piperazinyl, 4-morpholinyl or hexahydro-lH-1- 
azepinyl group, 

an alkoxycarbonyl, the cyano or aminocarbonyl group or also, if Y 1 denotes a nitrogen 
atom, a pair of free electrons, 

or, if Y 1 does not denote a nitrogen atom, also the fluorine atom, or 

R 4 and R 5 together, if Y 1 denotes the carbon atom, denote a 4- to 7-membered 
cycloaliphatic ring in which one or two methylene groups may be replaced by an -NH- or 
-N(alkyl)- group and one or two additional methylene groups may be replaced by 
carbonyl groups, 

while a hydrogen atom bound to a nitrogen atom within the abovementioned group 
R 4 may be replaced by a protecting group, 

R 6 and R 7 , which may be identical or different, in each case denote a hydrogen atom, a 
Ci-3-alkyl or dialkylamino group or also, if Y 1 does not denote a nitrogen atom, the 
fluorine atom and 

K $ and R 9 , which may be identical or different, each denote a hydrogen atom or a 
Ci„3-alkyl, carboxy or Ci„3-alkoxycarbonyl group, 

while, unless otherwise stated, all the abovementioned alkyl and alkoxy groups as well as the 
alkyl groups present within the other groups specified comprise 1 to 7 carbon atoms and may 
be straight-chain or branched, while each methylene group may be substituted by up to 2 
fluorine atoms and each methyl group may be substituted by up to 3 fluorine atoms, 

all the abovementioned cycloalkyl groups as well as the cycloalkyl groups present within the 
other groups specified, unless otherwise stated, may comprise 3 to 10 carbon atoms, while 
each methylene group may be substituted by up to 2 fluorine atoms, 
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all the abovementioned aromatic and heteroaromatic groups may additionally be mono- di- or 
trisubstituted by fluorine, chlorine or bromine atoms, by cyano or hydroxy groups and the 
substituents may be identical or different, 

or a tautomer, diastereomer, enantiomer or hydrate thereof, or a salt thereof or a hydrate of a 
salt thereof 

Claim 2 (previously presented): A compound of the formula (I) according to claim 1, 
wherein 

A, U, V, W 5 X, R 2 and R 3 are defined as in claim 1 and 

R 1 denotes a mono- or diunsaturated 5- to 7-membered aza, diaza, triaza or thiaza 
heterocyclic group, 

in which the abovementioned heterocycles are linked via a carbon or nitrogen atom, 

contain one or two carbonyl groups adjacent to a nitrogen atom, 

may be substituted at a carbon atom by a phenyl, pyridinyl, diazinyl, thienyl, pyrrolyl, 
1,3-thiazolyl, isoxazolyl, pyrazolyl or 1-methylpyrazolyl group and 

an olefinic double bond of one of the abovementioned unsaturated heterocycles may be 
fused to a phenyl, naphthyl, pyridine, diazine, thienyl or quinoline ring or to a 1H- 
quinolin-2-one ring optionally substituted at the nitrogen atom by a methyl group, 

while the phenyl, pyridinyl, diazinyl, thienyl, pyrrolyl, 1,3-thiazolyl, isoxazolyl, 
pyrazolyl or 1-methylpyrazolyl groups contained in R l as well as the benzo-, 
pyrido- and diazino-fiised heterocycles in the carbon skeleton may additionally be 
mono-, di- or trisubstituted by fluorine, chlorine, bromine or iodine atoms, by alkyl, 
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alkoxy, nitro, difluoromethyl, trifluoromethyl, hydroxy, amino, alkylamino, dialkyl- 
amino, acetylamino, acetyl, cyano, difluoromethoxy or trifluoromethoxy groups, 
while the substituents may be identical or different, 

while the abovementioned alkyl groups or the alkyl groups contained in the abovementioned 
groups, unless otherwise stated, contain 1 to 7 carbon atoms and may be branched or 
unbranched, while each methylene group may be substituted by up to 2 fluorine atoms and 
each methyl group may be substituted by up to 3 fluorine atoms, and 

the abovementioned aromatic and heteroaromatic groups may additionally be mono- di- or 
tri substituted by fluorine, chlorine or bromine atoms or by cyano or hydroxy groups and the 
substituents may be identical or different, 

or a tautomer, diastereomer, enantiomer or salt thereof. 

Claim 3 (previously presented): A compound of the formula (I) according to claim 1, 
wherein 

A, U, V, W, X, R 2 and R 3 are defined as in claim 1 and 

R 1 denotes a monounsaturated 5- to 7-membered diaza or triaza heterocyclic group, 

while the abovementioned heterocycles are linked via a nitrogen atom, 

contain a carbonyl group adjacent to a nitrogen atom and 

may additionally be substituted at a carbon atom by a phenyl group, 

and while an olefinic double bond of one of the abovementioned unsaturated 
heterocycles may be fused to a phenyl, thienyl or quinoline ring, 
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while the phenyl groups contained in R 1 as well as benzo-fiised heterocycles in the 
carbon skeleton may additionally be mono-, di- or trisubstituted by fluorine, 
chlorine, bromine or iodine atoms, by methyl, methoxy, nitro, difluoromethyl, 
trifluoromethyl, hydroxy, amino, alkylamino, dialkylamino, acetylamino, acetyl, 
cyano, difluoromethoxy or trifluoromethoxy groups, while the substituents may be 
identical or different, but are preferably unsubstituted, or monosubstituted by a 
fluorine, chlorine or bromine atom or by a methyl or methoxy group, 

while, unless otherwise stated, all the abovementioned alkyl groups as well as the alkyl 
groups present within the other groups comprise 1 to 7 carbon atoms and may be straight- 
chain or branched and the abovementioned aromatic and heteroaromatic groups may 
additionally be mono™ di- or trisubstituted by fluorine, chlorine or bromine atoms or by cyano 
or hydroxy groups and the substituents may be identical or different, 

or a tautomer, diastereomer, enantiomer or salt thereof. 

Claim 4 (previously presented): A compound of the formula (I) according to claim 1, 
wherein 

A, U, V, W, X, R 2 and R 3 are defined as in claim 1 and 

R 1 denotes a 4-(2-oxo-l,2,4,5~tetrahydro-l,3-benzodiazepin-3"yl)-piperidin-"l--yl, 4-(2-oxo- 
1 ,4-dihydro-2H-quinazolin-3-yl)-piperidin~ 1 -yl, 4-(5-oxo-3-phenyl-4,5-dihydro-l ,2,4-triazol- 
1 -yl)-piperidin~l -yl, 4-(2-oxo-l ,2-dihydro-imidazo[4,5-c]quinolin-3-yl)-piperidin- 1 -yl, 4-(2- 
oxo- 1 ,2-dihy dro-4H-thieno [3 ,4-d] py rimidin-3 -y l)-piperi din- 1 -y 1, 4-(2-oxo- 1 ,4-dihydro-2H- 
thieno [3 ,2-d] pyrimidin- 3 -yl)-piperidin- 1 - yl, 4-(5-oxo-4,5 ,7, 8 -tetrahydro-2-thia-4,6-diaza- 
azulen-6-yl)-piperidin- 1 -yl, 4-(2-oxo-l ^^jS-tetrahydro-thienop^-d]-! ,3-diazepin-3-yl)- 
piperidin-1 -yl, 4-(2~oxo- 1 ,2,4,5-tetrahydro«thieno[2,3-d]- 1 ,3-diazepin-3-yl)-piperidin- 1 -yl or 
4-(2-oxo-l ,4-dihydro-2H-thieno[2,3-d]pyrimidin-3-yl)-piperidin-l -yl group, 

while the abovementioned mono- and bicyclic heterocycles in the carbon skeleton may 
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additionally be monosubstituted by a methoxy group, 

while the abovementioned aromatic and heteroaromatic groups by fluorine, chlorine or 
bromine atoms, by cyano or hydroxy groups may additionally be mono- di- or trisubstituted 
and the substituents may be identical or different, 

or a tautomer, diastereorner, enantiomer or salt thereof. 

Claim 5 (previously presented): A compound of the formula (I) according to claim 1, 
wherein 

A, U, V, W, X and R 1 are defined as in claim 1 and 

R 2 and R 3 together with the enclosed nitrogen atom denote a group of general formula 




wherein 



Y 1 denotes the carbon atom or, if R 5 denotes a pair of free electrons, it may also denote 
the nitrogen atom, 



q and r, if Y denotes the carbon atom, represent the numbers 0 or 1 or 



q and r, if Y 1 denotes the nitrogen atom, represent the numbers 1 or 2, 



R 4 denotes the hydrogen atom, a hydroxy, amino, alkylamino, C3_6-cycloalkylamino, 
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N~(C3-6~cycloalkyl)-alkylamino or dialkylamino, an alkyl, trifluoromethyl, C3-6- 
cycloalkyl, dialkylamino-C^-alkyl, carboxyalkyl, alkoxycarbonylalkyl, aikylsulphonyl, 
alkylsulphonylamino or N-(alkylsulphonyl)-alkylamino group, 

or, if Y 1 does not denote the nitrogen atom, it denotes the carboxy or dialkylaminomethyl 
group, 

a phenyl, phenyl-Ci„3-aikyl, pyridinyl or diazinyl group each of which may be substituted 
by a fluorine, chlorine or bromine atom or by a trifluoromethylcarbonyl, methyl or 
methoxy group, 

a saturated or mono- or polyunsaturated 4- to 7-membered azacycloalkyl group, a 5- to 
7-membered oxaza-, diaza or triazacycloalkyl group, a 7- to 9-membered azabicyclo or 
diazabicycloalkyl group, a l~alkyl~4»piperidinylamino or 1-alkyl- 
4-piperidinylaminosulphonyl group, 

while the abovementioned mono- and bicyclic heterocycles are bound via a 
nitrogen or carbon atom, 

a methylene group of the abovementioned mono- and bicyclic heterocycles may be 
replaced by a carbonyl or sulphonyl group, 

in the abovementioned mono- and bicyclic heterocycles any methylene group not 
directly bound to a nitrogen, oxygen or sulphur atom may be substituted by one or 
two fluorine atoms, 

the abovementioned mono- and bicyclic heterocycles may be substituted by one or 
two Ci-3-alkyi groups wherein each methylene group may be substituted by up to 2 
fluorine atoms and each methyl group may be substituted by up to 3 fluorine atoms, 
and/or 
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by a C 3 ^-cycloalkyl-Ci-3-a]kyl, benzyl, C M -aIkanoyl, di-(C 13 -alkyl)-amino or 
C |3 -alkyIsulphonyl> by an alkoxycarbonyl, benzyloxycarbonyl, 
alkoxycarbonylalkyl, carboxy or carboxyalkyl group, 

R 5 denotes a hydrogen atom, a Ci^-alkyl or alkoxycarbonyl group or, 

if Y 1 denotes a nitrogen atom, it may also denote a pair of free electrons, or 

R 4 and R 5 together, if Y 1 denotes the carbon atom, represent a 5- to 6-membered 
cycloaliphatic ring in which one or two methylene groups may be replaced by a ~~NH- or 
-N(methyl)- group and one or two further methylene groups may be replaced by 
carbonyl groups, 

R° and R' s which may be identical or different, in each case denote a hydrogen atom or a 
Ci.3-alkyl or di-(Ci-3-alkyl)«amino group and 

R 8 and R 9 , which may be identical or different, in each case denote a hydrogen atom or a 
Ci-3-alkyl, carboxy or Ci„3 -alkoxycarbonyl group, 

while, unless otherwise stated, all the abovementioned alkyl groups as well as the alkyl 
groups present within the other groups comprise 1 to 7 carbon atoms and may be straight- 
chain or branched and the abovementioned aromatic and heteroaromatic groups may 
additionally be mono-, di- or trisubstituted by fluorine, chlorine or bromine atoms or by 
cyano or hydroxy groups and the substituents may be identical or different, 

or a tautomer, diastereomer, enantiomer or salt thereof. 

Claim 6 (previously presented): A compound of the formula (I) according to claim 1, 
wherein 

A, U, V, W, X and R 1 are defined as in claim 1 and 
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R 2 and R 3 together with the enclosed nitrogen atom denote a group of general formula 



Y 1 denotes the carbon atom or, if R 5 denotes a pair of free electrons, it may also denote 
the nitrogen atom, 

q and r, if Y 1 denotes the carbon atom, represent the numbers 0 or 1 or 
q and r, if Y 1 denotes the nitrogen atom, represent the numbers 1 or 2 9 
R 4 denotes the hydrogen atom, 

a phenyl, benzyl or pyridinyl group which may be substituted in each case by a fluorine, 
chlorine or bromine atom, by a trifluoromethylcarbonyl, methyl or methoxy group, 

a hydroxy, carboxy, methyl, trifluoromethyl, n-propyl, phenyl, p«tolyl, 
p-trifluoromethylcarbonyl-phenyl, p-(3-dimethylaminopropyl)-phenyl, amino, benzyl, 
tert-butylamino, dimethylamino, diethylamino, diethylaminomethyl, 
2-dimethylaminoethyl, 2-diethylaminoethyl, 5-aminopentyl, methoxy carbonyl, 
methoxycarbonylmethyl, perhydro-azepin-l»yl, 4»methyl-perhydro4,4~diazepin-l-yl, 1- 
methyl-l-piperidinyl-4-yl, 4-piperazin-l-yl, 4-acetyl-piperazin-l-yl, 4- 
cyclopropylmethyl~piperazin~l-yl, pyrrolidine 1-yl, 4~ethyl~piperazin~l~yl, 44sopropyl- 
piperazin-l-yl, piperidin-l-yl, piperidin-4-yl, morpholin-4-yl, 4,4-difluoro-l-piperidin-l- 




wherein 
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yl, 1 -methyl- l-aza-bicyclo[3 .2, l]oct-4-yl, 4-methyl-piperazin-l-yl, 4-ethylpiperazin- 
1-yl, l-methyl-piperidin»l-yl, 4-earboxymethyl»piperazin-4-yl, l~carboxymethyl- 
piperidin-4-yl, 4-benzyloxycarbonyl-piperazin-l -yl, 1 -ethoxycarbonylmethyl-piperidin- 
4-yl, azetidin-l-yl, 5~methyl-2 P 5-"diaza-bicyclo[2.2J]hept-2-yl > l-benzyl-piperidin-4-yl 5 
4-benzyl-piperazin-l -yl, 4-dimethylaminomethyH -phenyl, 2,2,2-trifluoroethyl- 
piperazin-l-yl, l-methylsulphonyl-piperidin-4-yl, piperidin- 1-yl -methyl, 1 -methyl- 
piperidi n-4-yI-amino , methy lsulphonylamino , N-methylsulphonyl-N-methylamino, 
N-(cyciopentyl)-methylamino, 1 ,1 -dioxo-A, 6 -isothiazolidin-2-yl, 2-oxo-perhydro-l ,3- 
oxazin-3-yl, cyclohexyl, 2-oxo-imidazolidin-l-yl, 2-methyl-imidazol-l-yl, 4-methyl- 
imidazol~l~yl ? 4~thiazol~2-yl, 2,4~dimethyl~imidazoM~yl, 4~irnidazoM-yl, 1,2,4-triazol- 
l-yl 5 l-aza-bicyclo[2>2,2]oct-3-yl, l-methyl-piperidm-4-yl-methylsulphonyI ? lH~imida- 
zol~4«yl, 4-ethoxycarbonylmethyl-piperazin- 1 -yl, 1 ~ethoxycarbonyl~piperidin-4-yl., 
4-tert-butoxycarbonylmethyl-piperazin-l-yl, l-(2,2,2-trifluoroethyl)-piperidin~4~yl, 
4~methylsulphonyl-piperazin~ 1 -yl, 2~carboxy~4~methyl~piperazin~ 1 -yl, 3-carboxy-4- 
methyl-piperazin- 1 -yl, 2-ethoxycarbonyl-4-methyl-piperazin- 1 -yl, 3 -ethoxycarbonyl-4- 
methyl-piperazin~l~yl or 4-(2 > 2,2-trifluoroetliyl)-piperazin-l-yl- group, 

R 5 denotes a hydrogen atom, a methyl group or, if Y 1 denotes a nitrogen atom, it may 
also denote a pair of free electrons, or 

R 4 and R 5 together, if Y 1 denotes the carbon atom, denote a 1 -methy l~piperidin- 
4-ylidene, cyclohexylidene or imidazolidin-2,4-dion-5-ylidene group, 

R 6 and R 7 in each case denote a hydrogen atom or a dimethyl amino group and 

R 8 and R 9 in each case denote the hydrogen atom, a carboxy or ethoxycarbonyl group, 

while, unless otherwise stated, all the abovementioned alkyl groups as well as the alkyl 
groups present within the other groups comprise 1 to 7 carbon atoms and may be straight- 
chain or branched and the abovementioned aromatic and heteroaromatic groups may 
additionally be mono-, di~ or trisubstituted by fluorine, chlorine or bromine atoms, by cyano 
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or hydroxy groups and the substituents may be identical or different, 
or a tautomer, diastereomer, enantiomer or salt thereof 

Claim 7 (currently amended): A compound of the formula (I) according to claim 1, wherein 
A denotes an oxygen atom, a cyanoimino or phenylsulphonylimino group, 
X denotes an oxygen atom, an imino or methylene group, 

U denotes a n unbranehed Cm; alkyl, Ca ^- alkenyl or C^ - alkynyl grou p wherein eac h 
met hylen e- group may b e substiteted-by -up- to 2- fluorine atoms and the methyl group 
ma¥ "b e --s uto a trifluoromethvl or pentafluoroethyl 

group, 

V denotes an amino or hydroxy group and 

W denotes a hydrogen, chlorine or bromine atom or a trifluoromethyl group, 

R 1 denotes a monounsaturated 5- to 7-membered diaza- or triaza- heterocyclic group, 

while the abovementioned heterocycles are linked via a nitrogen atom, 

contain a carbonyl group adjacent to a nitrogen atom, 

may additionally be substituted at a carbon atom by a phenyl group and 

an olefinic double bond of one of the abovementioned unsaturated heterocycles may be 
fused to a phenyl, thienyl or quinoline ring, 

while the phenyl groups contained in R 1 as well as benzo-fused heterocycles in the 
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carbon skeleton may additionally be mono-, di» or trisubstituted by fluorine 9 
chlorine, bromine or iodine atoms, by methyl, methoxy, nitro, difluoromethyl, 
trifluoromethyl, hydroxy, amino, alkylamino, dialkylamino, acetylamino, acetyl, 
cyano, difluoromethoxy or trifluoromethoxy groups, while the substituents may be 
identical or different, but are preferably unsubstituted or are monosubstituted by a 
fluorine, chlorine or bromine atom or by a methyl or methoxy group, 

R 2 and R 3 together with the enclosed nitrogen atom denote a group of general formula 



Y 1 denotes the carbon atom or, if R 5 denotes a pair of free electrons, it may also denote 
the nitrogen atom, 

q and r, if Y l denotes the carbon atom, represent the numbers 0 or 1 or 

q and r, if Y 1 denotes the nitrogen atom, represent the numbers 1 or 2, 

R 4 denotes the hydrogen atom, a hydroxy, amino, alkylamino, C3„6-cycloalkylamino, 
N-(C3-6-cycloa!kyl)-alkylamino or dialkylamino, an alkyl, trifluoromethyl, C3_6- 
cycloalkyl, dialkylamino~C2-7-alkyl, carboxy alkyl, alkoxycarbonylalkyl, alkylsulphonyl, 
alkylsulphonylamino or N-(alkylsulphonyl)-alkylamino group, 

or, if Y 1 does not denote the nitrogen atom, it denotes the carboxy or dialkylaminomethyl 
group, 




wherein 



-18- 



Application No. 10/687,262 

Amendment dated August 17, 2007 

Reply to Office action of February 27 9 2007 



a phenyl, phenyl-Ci_3-alkyl, pyridinyl or diazinyl group which may be substituted in each 
case by a fluorine, chlorine or bromine atom, by a trifluoromethylcarbonyl, methyl or 
methoxy group, 

a saturated or mono™ or polyunsaturated 4- to 7-membered azacycloalkyl group, a 5- to 
7-membered oxaza-, diaza- or triazacycloalkyl group, a 7- to 9-membered azabicyclo- or 
diazabicycloalkyl group, a l-alkyl-4-piperidinylamino or l-alkyl-4- 
piperidinylaminosulphonyl group, 

while the abovementioned mono- and bicyclic heterocycles are bound via a 
nitrogen or carbon atom, 

a methylene group of the abovementioned mono- and bicyclic heterocycles may be 
replaced by a carbonyl or sulphonyl group, 

in the abovementioned mono- and bicyclic heterocycles any methylene group not 
directly bound to a nitrogen, oxygen or sulphur atom may be substituted by one or 
two fluorine atoms, 

the abovementioned mono- and bicyclic heterocycles may be substituted by one or 
two Ci-3-alkyl groups, wherein each methylene group may be substituted by up to 2 
fluorine atoms and each methyl group may be substituted by up to 3 fluorine atoms, 
and/or 

may be substituted by a C3-6-cycloalkyl~Ci_3~alkyl, benzyl, C M -alkanoyl, 

di-(C x 3 -alkyl)-amino or C^-alkylsulphonyl, by an alkoxycarbonyl, benzyloxycarbo- 

nyl, alkoxycarbonylalkyl, carboxy or carboxyalkyl group, 

R 5 denotes a hydrogen atom, a Cw-alkyl or alkoxycarbonyl group or, 
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if Y 1 denotes a nitrogen atom, it may also denote a pair of free electrons, or 

R 4 and R 5 together, if Y 1 denotes the carbon atom, denote a 5- to 6-membered 
cycloaliphatic ring wherein one or two methylene groups may be replaced by a -NH- or 
-N(methyl)» group and one or two further methylene groups may be replaced by one or 
two carbonyl groups, 

R and R , which may be identical or different, in each case denote the hydrogen atom or 
a Ci_3»alkyl or di-(Q_3-alkyl)-amino group and 

R 8 and R 9 , which may be identical or different, in each case denote the hydrogen atom or 
a Ci-3~alkyl, carboxy or Ci,3-alkoxycarbonyl group, 

while, unless otherwise stated, the abovementioned alkyl groups or the alkyl groups 
contained in the abovementioned groups contain 1 to 7 carbon atoms and may be 
branched or unbranched and the abovementioned aromatic and heteroaromatic groups 
may additionally be mono-, di~ or trisubstituted by fluorine, chlorine or bromine atoms, 
by cyano or hydroxy groups and the substituents may be identical or different 

or a tautomer, diastereomer, enantiomer or salt thereof. 

Claim 8 (currently amended). A compound of the formula (I) according to claim 1, wherein 
A denotes an oxygen atom, 

X denotes an oxygen atom, an imino or methylene group, 

U denotes a methyl, ethyl, Ca ^-^kenyl or Gg^-alkynyl-group wherein the methylene grou p 
may be s ubstituted by up to 2 fluorine atoms and the methyl group may be substituted by up 
t o 3 fluorine atoms a trifluoromethvl or pentafluoroethvl group . 
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V denotes an amino or hydroxy group, 

W denotes a hydrogen, chlorine or bromine atom or a trifluoromethyl group, 

R 1 denotes a 4~(2~oxo-l,2,4,5-tetrah^^ 4-(2~oxo- 
1 ,4-dihydro-2H-quinazolin-3-yl)-piperidin- 1 -yl, 4-(5-oxo-3-phenyl-4,5-dihydro-l ,2,4-triazol- 
l-yl)-piperidin-l-yl 9 4-(2-oxo-l,2-dihydro-imida2o[4,5»c]quinolin-3*yl)-piperidin-l-yl > 4-(2- 
oxo- 1 ,2-dihydro-4H-thieno [3 ,4~d]pyrimidin-3-yl)-piperidin- 1 -yl, 4-(2-oxo- 1 ,4-dihydro-2H- 
thieno[3,2»-d]pyrimidin-3-yl)-piperidin- 1 -yl, 4-(5-oxo-4,5,7,8-tetrahydro-2-thia-4,6-diaza- 
azulen-6-yl)-piperidin~ 1 »yl , 4-(2-oxo- 1 ,2 ,4,5-tetrahy dro-thieno [3 ? 2-d]- 1 ,3 -diazepin~3-yl)~ 
piperidin- 1 -yl, 4-(2~oxo~ 1 ,2,4,5-tetrahydro-thieno[2,3-d]~ 1 ,3-diazepin~3-yl)~piperidin- 1 -yl or 
4-(2-oxo- 1 ,4-dihydro-2H-thieno[2,3-d]pyrimidin-3-yl)»piperidin- 1 -yl group, 

while the abovementioned mono- and bicyclic heterocycles in the carbon skeleton may 
additionally be monosubstituted by a methoxy group, 

R andR together with the enclosed nitrogen atom denote a group of general formula 




wherein 



Y 1 represents the carbon atom or, if R 5 denotes a pair of free electrons, it may also 
denote the nitrogen atom, 



q and r, if Y denotes the carbon atom, represent the numbers 0 or 1 or 
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q and r ? if Y 1 denotes the nitrogen atom, represent the numbers 1 or 2, 
R 4 denotes the hydrogen atom, 

a phenyl, benzyl or pyridinyl group which may be substituted in each case by a fluorine, 
chlorine or bromine atom, by a trifluoromethylcarbonyl, methyl or methoxy group, 

a hydroxy, carboxy, methyl, trifluoromethyl, n-propyl, phenyl, p-tolyl, 
p-trifluoromethylcarbonyl-phenyl, p-(3-dimethylaminopropyl)-phenyl, amino, benzyl, 
tert-butylamino, dimethylamino, diethylamino, diethylaminomethyl, 
2-dimethylaminoethyl, 2-diethylaminoethyl, 5-aminopentyl, methoxy carbonyl, 
methoxycarbonylmethyl, perhydro-azepin- 1 -yl 5 4-methyl-perhydro- 1 ,4-diazepin~ 1 -yl, 1 - 
methyl- l-piperidinyl-4~yl, 4-piperazin-l-yl, 4-acetyl«piperazin~l~yl, 4- 
cyclopropylmethyl»piperazin-l-yl, pyrrolidin-l-yl, 4-ethyl-piperazin-l~yl, 4-isopropyl- 
piperazin-l-yl, piperidin-l-yl, piperidin-4-yl, morpholin~4-yl, 4,4-difluoro-l-piperidin-l- 
yl, l»methyH-aza-bicyclo[3,2.1]oct-4-yl, 4-methyl-piperazin-l-yl, 4-ethylpiperazin- 
1-yl, l-methyl-piperidin-l-yl, 4-carboxymethyl-piperazin-l-yl, l-carboxymethyl- 
piperidin-4-yl, 4-benzyloxycarbonyl-piperazin- 1 -yl, 1 -ethoxycarbonylmethyl-piperidin- 
4-yl, azetidin-l-yl, S-methyl^^-diaza-bicycloP^^lJhept^-yl, l-benzyl-piperidin-4-yl, 
4-benzyl-piperazin-l -yl, 4-dimethylaminomethyl- 1 -phenyl, 2,2,2-trifluoroethyl- 
piperazin-l-yl, l-methylsulphonyl-piperidin-4-yl, piperidin-l-yl-methyl, 1-methyl- 
piperidin-4-yl -amino, methylsulphonylamino, N-methylsulphonyl-N-methylamino, 
N-(cycIopentyl)-methylamino, 1 , 1 -dioxo-A, 6 -isothiazolidin-2-yl, 2~oxo-perhydro-l ,3- 
oxazin-3~yl, cyclohexyl, 2-oxo-imidazolidin-l-yl, 2-methyl-imidazol-l-yl, 4-methyl- 
imidazol-l-yl, 4-thiazol-2-yl, 2,4-dimelJiyl-imidazoI- 1 -yl, 4-imidazol-l-yI, 1 ,2,4-triazoi- 
1-yl, l-aza-bicyclo[2,2.2]oct-3-yl, l-methyl-piperidin-4-yI-methylsulphonyl, lH-imida- 
zol-4-yl, 4-ethoxycarbonylmethyl~piperazin-l-yl, 1 -ethoxycarbonyl-piperidin-4-yl, 
4-tert-butoxycarbonylmethyl-piperazin- 1 -yl, 1 ~(2,2,2~trifluoroethyl)-piperidin-4-yl, 
4-methylsulphonyl»piperazin- 1 -yl, 2~carboxy-4-methyl-piperazin- 1 -yl, 3-carboxy-4~ 
methyl-piperazin- 1 -yl, 2-ethoxycarbonyl-4-methyl-piperazin- 1 -yl, 3-ethoxycarbonyl-4- 
methyl-piperazin-l-yl or 4-(2,2,2-trifluoroethyl)-piperazin-l-yl group, 
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R 5 denotes a hydrogen atom, a methyl group or, if Y 1 denotes a nitrogen atom, it may 
also denote a pair of free electrons, or 

R 4 and R 5 together, if Y 1 denotes the carbon atom, denote a 1-methyl-piperidin- 
4-ylidene, cyclohexylidene or imidazolidin-2,4-dion-5-ylidene group, 

R 6 and R 7 in each case denote a hydrogen atom or a dimethylamino group and 

R 8 and R 9 in each case denote the hydrogen atom, a carboxy or ethoxycarbonyl group, 

while, unless otherwise stated, all the abovementioned alkyl groups as well as the alkyl 
groups present within the other groups comprise 1 to 7 carbon atoms and may be straight- 
chain or branched and the abovementioned aromatic and heteroaromatic groups may 
additionally be mono-, di- or trisubstituted by fluorine, chlorine or bromine atoms or by 
cyano or hydroxy groups and the substituents may be identical or different, 

or a diastereomer, enantiomer or salt thereof 

Claim 9 (currently amended): A compound of the formula (I) according to claim 1, selected 
from the group consisting of: 

(1 ) (S)-2-(4-amino-3-cWoro-5-trifluoromethyl-benzyl)-l -[4~(4-me1hyl-piperazin-l -yl)~ 
piperidin-1 -yl]-4~[4-(2-oxo- 1 ,2,4,5-tetrahydro-l ,3-benzodiazepm-3-yl)-piperidin-l - 
yl]~butan- 1 ,4-dione, 

(2) 2-(4-amino-3 -chloro-5 -trifluoromethy 1-benzy 1)- 1 - ( 1 -methyl - [4 ,4 r ]bipiperidiny 1- 1 -y 1)- 
4- [4-(2-oxo- 1 ,4-dihydro~2H~quinazolin»3 -yl)-piperidin- 1 -yl] -butan- 1 ,4-dione, 

(3) 2-(4~amino-3~chloro-5-trifluorom 

piperidin- 1 -y 1] -4- [4-(2-oxo- 1 ,4-dihy dro-2H-quinazolin-3 -yl)-piperidin- 1 -yl] -butan- 
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1 ,4~dione ? 

(4) 2-(4-ammo-3-chloro-5-trifluoromethyl-benzyl)-l -[1 ^'Jbipiperidinyl- 1 '-yl-4-[4-(2- 
oxo-1 ? 4-dihydro-2H-quinazolin-3-yl)-piperidin- 1 -yl]-butan- 1 ,4-dione, 

(5) 2-(4-amino~3~chloro~5~trifluorome^^^ 

quinazolin-3-yl)-piperidin- 1 -yl]- 1 -(4-pyridin-4~yI-piperazin- 1 ~yl>butan- 1 ,4-dione, 

(6) 2-(4-amino-3 -chloro-5 -txifluoromethyl-benzyl)- 1 - [4-( 1 -methyl-piperidin-4-ylammo)- 
piperidm- 1 -yl] -4- [4-(2-oxo- 1 ,4niihydro-2H-quinazolin-3 ~yl)-piperidin~ 1 -yl)-butan- 
1,4-dione, 

(7) [4~(1 ~ {2-(4"amino»3~chloro»5-1xifluoromethyl-benzyl)-4"Oxo-4-[4-(2-oxo-- 1 ,4-dihydro- 
2H-quinazolin-3 ~yl)-piperidin~ 1 -yl] -butyryl } -piperidin-4-yl)-piperazin~ 1 -yl] -acetic 
acid, 

(8) methyl (r-{2-(4-amino»3"Chloro-5-trifluoromethyl-benzyl)-4-oxo-4-[4-(2-oxo-l ? 4- 
dihydro~2H~quinazolin-3 -yl)-piperidin- 1 -yl] -butyryl } - [4,4 T ] bipiperidinyl- 1 -yl)-acetate ? 

(9) (1 '-{2-(4-amino-3-chloro-5-trifluoromethyl-benzyl)-4-oxo-4-[4-(2"Oxo™ 1 ,4-dihydro- 
2H-quinazolin- 3 -yl)-piperidin- 1 -yl] -butyryl } - [4 ,4 r ]bipiperidinyl- 1 -yl)-acetic acid, 

(10) 4-(2-oxo-l ,2,4,5 -tetrahydro- 1 ,3~benzodiazepin-3-yl)-piperidin- 1 -carboxylic acid-[(R)- 
l-(4-amino-3-chloro-5-trifluoromethyI-benzyl>2-l ,4-bipiperidinyl- 1 '-yl-2-oxo- 
ethyl] -amide, 

(11) 4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin- 1 -carboxylic acid- [(R)- 
1 -(4-amino-3 -chloro-5-trifluoromethyl-benzyl)-2-(4-dimethylamino-piperidin- 1 -y l)-2- 
oxo-ethyl] -amide, 

(12) 4-(2-oxo~l ,2,4,5-tetrahydro- 1 ,3-benzodiazepin-3-yl)-piperidin-l -carboxylic acid-f(R)- 
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1 -(4-amino-3 -chloro-5 -trifluoromethyl-benzyl)-2-oxo-2-(4-pyrIdin-4-yl-piperazin- 1 - 
yl)-ethyl] -amide, 

(13) 4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 3 -benzodiazepin-3 -yl)-piperidin- 1 -carboxylic acid- [(R)» 
1 -(4-ammo-3-chloro-54rifluorom 1 ~yl)~ 
2-oxo-ethylJ-amide, 

(14) benzyl 4-[l-((R)-3-(4-amino-3-chto 

1 ,2,4,5-tetrahydro- 1 3 -benzodiazepin-3 -yl)-piperldin- 1 -carbonyl] -amino} -propionyl)- 
piperidin-4-yl] -piperazin- 1 -carboxylate, 

(15) ethyl [lH(R>3-(4-amino-3KMoro-5-tri^ 1 ? 2,4 ? 5» 
tetrahydro-1 ^-benzodiazepin-S-yO-piperidin- 1 -carbonyl]-amino} -propionyl)-4,4'~ 
bipiperidinyl- 1 -yl] -acetate, 

(16) 4-(2-oxo- 1 ,2,4, 5 -tetrahydro- 1 ? 3-benzodiazepin-3 -y l)-piperidin- 1 -carboxylic acid- 
{(R)-l -(4-amino-3-chloro-5-trifluorometh^ 1 -yl)- 
piperidin- 1 -yl]-2-oxo-ethyl } -amide, 

(17) 4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3 -benzod iazepin-3 ~y l)-piperidin- 1 -carboxylic acid- 
{(R)-l-(4-amino-3 -chloro-5 -trifluoromethyl"benzyl)"2-[4"(l"methyl"piperidin-4-yl)» 
piperazin- 1 -yl] -2-oxo-ethyl } -amide, 

(18) 4-(2-oxo- 1 ,2,4,5 -tetrahydro- 1 ,3~benzodiazepin-3 ~y l)-piperidin~ 1 -carboxylic acid- [(R)- 
1 -(4-amino-3-chloro»5 -trifluoromethyl-benzyl)-2-(4-azetidin- 1 -yl-piperidin- 1 -yl)-2- 
oxo-ethy 1] -amide, 

(19) 4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin-l -carboxylic acid- 
{ (R)- 1 "(4-amino- 3 -chloro-5 -trifluoromethyl-benzyl)-2 - [4-(5 -methyl-2 , 5 -diaza- 
bicyclo[2.2.1]hept-2-yl)-piperidin™l-yl]'2-oxo-ethyl}-amide, 
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(20) 4-(2-oxo-l ,2,4,,5-tetrahydro-l ,3-benzodiazepii>3-yl)-piperidin«l-carboxylic acid-[(R)- 
1 -(4-amino-3 ~cMoro-5-trifluorometliyl-benzyl)"2«oxO"2«(4"piperazin~ 1 -yl-piperidin- 1 - 
yl)-ethyl] -amide, 

(21) [r-((R)-3<4-ara^ 

hydro- 1 ,3 -benzodiazepine -yl)-piperidin-l -carbonyl] -amino }-propiony l)-4,4- 
bipiperidinyl-l-yl] -acetic acid, 

(22) 4-(2-oxo-l ,2,4,5-tetrahydro- 1 ? 3-benzodiazepin-3-yl)-piperidin»l -carboxylic acid- 
[ 1 -(4-amino-3'Chloro-5-trifluoromethyl»-benzyl)"2-l ? 4'-bipiperidinyl- 1 , -yl-2-oxo» 
ethyl] -amide, 

(23) (S)-2-(4-amino-3-bromo-5-trifluoromethyl-benzyl)~ 1 -[4-(4-methyl-piperazin-l -yl)- 
piperidin-l-yl]-4-[4-(2-oxo-l s ^^ 

yl] -butan- 1 ,4-dione, 

(24) (S)-2-(4-amino-3-bromo-5-trifluoromethyl-benzyl)-4-[4-(2-oxo-l, 2,4,5-tetrahydro- 

1 ,3 -benzodiazepin-3-yl)-piperidin- 1 -yl] - 1 -(4-pyridin-4-y 1-piperazin- 1 -y l)-butan- 1 ,4- 
dione, 

(25) (S)-2™(4-amino-3-bromo-5-trifluoromethyl-benzyI)- 1 - 1 ,4 f -bipiperidmyl- 1 t -yl-4-[4-(2- 
oxo-1 ? 2 5 4,5-tetrahydro-l 5 3-benzodiazepin-3-yl)-piperidin- 1 ~yl]~butan~ 1 ,4-dione, 

(26) ( S )-2~(4-amino-3 -bromo- 5 -tri fluoromethy 1 -benzyl)- 1 - [4-( 1 -methy l~piperidin~4-yl)~ 
piperazin4-yl]-4~[4-(2~oxo~l ? 2,4,5-tet^^ 

y 1] -butan- 1 ,4-dione, 

(27) (S)~2<4~amino-3-bromo~5-trifluorom 

yl)-4- [4-(2-oxo- 1 ,2,4,5 -tetrahydro- 1 ,3 -benzodiazepine •-yl)--piperidin- 1 -yl]-butan- 1 ? 4- 
dione, 
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(28) (S)-2-(4-amino-3 -trifluoromethy 1-benzyl)- 1 - [4~(4-methyl-piperazm- 1 -yl)-piperi din- 1 - 
yl] -4-[4-(2~oxo- 1 ? 2 A5~tetxahydro- 1 ,3 -benzodiazepin-3-yl)-piperidin- 1 -yl]-butan- 1 A- 
dione, 

(29) (S)-2-(4-amino-3-chloro-5-trifluorome&^ 

1 -yl)-4-[4-(2-oxo-l 9 2,4 9 5-tetrahydro-l ,3-benzodiazepin-3-yl)-piperidin-l-yl]-butan- 
1,4-dione, 

(30) (S)»2-(4«amino-3-chloro-5-trifluoromethyl"benzyl)- 1 -(3-dimethylamino-piperidin-l - 
yl)»4™ [4-(2-oxo- 1 ,2,4 9 5 -tetrahydro- 1 ? 3 -benzodiazepin-3 -y l)-piperidin- 1 -yl] -butan- 1 ,4- 
dione, 

(31) (S)"2-(4-aniino-3»chloro«5-trifluoromethyl-benzyl)"-4-[4-(2-oxo-l ,2,4,5-tetrahydro- 
1 ,3-benzodiazepiu~3-yl)~piperidin-4 -yl]-l -(4-pyrroIidin- 1 -yl-piperidin-1 -yl)-butan- 
1 5 4-dione ? 

(32) (S)-2»(4"amino-3--chloro»5-trifluoromethyl-berizyl)- 1 -( 1 ' -methyl -4/^-bipiperidiny I- 1 - 
yl)-4-[4-(2-oxo-l ? 2 ? 4 P 5-te1xahydro~l 3 -benzodiazepin-3 -yl)-piperidin- 1 -yl]-butan-l ,4- 
dione, 

(33) (S)~2-(4-amino-3-chloro-5-trifluorometa^ 

piperazin-1 -yl)-piperidin- 1 -yl]-4-[4-(2-oxo~ 1 ,2 A5-tetrahydro-l ,3 -benzodiazepin-3- 
yl)-piperidin- 1 -yl] -butan- 1 ,4-dione 5 

(34) (S)-2-(4-amino-3~chloro-5-trifluorome 

yl)-4-[4-(2~oxo- 1 ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin- 1 -yl] -butan- 1 ? 4~ 
dione, 

(35) (S)"2-(4-amino-3-chloro-5»trif!uoromethyl--benzyl)-4-[4--(2"Oxo- 1 ,2,4,5-tetrahydro- 
1 ^-benzodiazepin-3 -y l)-piperidin- 1 -yl] - 1 -(4-perhydro-azepin- 1 ~yl-piperidin- 1 -yl)- 
butan- l 5 4-dione ? 
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(36) (S)-2~(4-amino-3-chloro-5-trifluoromethyI-benzyI)-l -[4-(4-methyl-perhydro- 1 ,4- 
diazepin- 1 -yl)-piperidin- 1 -yl] -4- [4-(2-oxo- 1 ,2,4 ,5 -tetrahydro- 1 ,3-benzodiazepin- 
3 -yl)-piperidin- 1 -yl] -butan- 1 ,4-dione, 

(37) (S)-2-(4-amino-3~chloro~5-1xifl^ 

piperidin- 1 -yl]-4-[4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3-benzodiazepin«3-yl)-piperidin- 
1 -yl] -butan- 1 9 4-dxone, 

(3 8) (S)~2-(4-amino-3 -chloro-5-trifluoromethyl-benzyl)- 1 - 1 ,4'-biplperidinyl- 1 t -yl-4-[4-(2- 
oxo-1 ,2,4,5-tetrahydro- 1 ? 3-ben2odiazepin-3-yl)-piperidin~ 1 -yl]-butan- 1 ,4-dione, 

(3 9) (S)-2-(4-amino-3 -chloro-5-trifluoromethyl-benzyl)~ 1 - [4-( 1 -methyl-piperidin~4-yl)- 
perhydro-1 ,4-diazepin- 1 -yl]-4~[4~(2~oxo-l ,2,4,5-tetrahydro-l ,3-benzodiazepin-3-yl)- 
piperidin- 1 -yl] -butan- 1 ,4-dione s 

(40) (S)-2-(4-amino-3 -chloro-5 -trifluoromethyl-benzyl)- 1 -[3 -(4-methy l~piperazin~ 1 ~yl> 
azetidin"l-yl]-4-[4"(2-oxO"l,2,4,5-tetrahydro-l,3-benzodiazepin-3-y0 

butan- 1,4-dione, 

(41) (S)-2-(4-amino~3HdilorO"5^riflu^ 

1 ,3-benzodiazepin-3-yl)-piperidin- 1 -yl] - 1 -(3 -pyrrolidine 1 -yl-azetidin- 1 ~yl)-butan~ 1 ? 4~ 
dione, 

(42) (S)-2-(4-amino-3-cWoro~5-trffl^ 

1 ,3 -benzodiazepin-3 -y l)»piperidin- 1 -yl] - 1 - (3 -piperidin- 1 -y l-azetidin~ 1 ~yl)-butan- 1 ,4- 
dione, 

(43) (S)-2-(4-amino-3-chloro-5-trifluoromethyl»benzyl)- 1 -(3 -diethylamino-azetidin- 1 -vl)" 

4-[4-(2-oxo~l ? 2A5~tetrahydro~13^ 
dione, 
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(44) (S)-2-(4-amino-3-chlorO"5"trifluoromethyl-benzyl)- 1 -(4-azetidin- 1 -yl-piperidin- 1 -yl)- 
4-[4-(2-oxo-l ,2,4,5-tetrahydro- 1 ? 3»benzodiazepin-3-yl)"piperidin»l »yl]»butan-l ? 4- 
dione, 



(45 ) (S)- 1 - [4-(4-acetyl-piperazin- 1 -yl)-piperidin- 1 -yl] -2-(4-amino-3 -chloro-5 - 

trifluoromethyl-benzyl)-4- [4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ? 3-benzodiazepin-3 -yl)- 
piperidin- 1 -yl] -butan- 1 ,4-dione, 



(46) (S)-2-(4-amino~3-chloro-5-trifluoromethyl-benzyl)- 1 -(4-diethylaminomethyl- 

piperidin- 1 -yl)-4-[4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3~benzodiazepin-3-yl)-piperidin- 1 - 
yl] -butan- 1 ? 4-dione 5 



(47) (S)-2-(4-amino-3-chloro-54rifluor^ 

piperidin- 1 -yl] -4-[4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3-y l)-piperidin- 1 - 
yl] -butan- 1 ,4-dione, 



(48) (S)-2-(4-amino-3-chloro-5-trifluoromethyl-ben2:yl)- 1 -[4-(l -ethyl-piperidin-4-yI)- 

piperazin- 1 »yl]-4-[4-(2-oxo»l ? 2 ? 4 5 5-tetrahydro» 1 ,3-benzodiazepin»3-yl)~piperidin~ 1 - 
yl] -butan- 1 ,4-dione, 



(49) (S)-2-(4-amino-3-chloro-5-tri:Quoro^ 

1 5 3-benzodiazepm-3-yl)-piperidin-l -yl]-l -(S^.S^-tetrahydro^H^^^bipyridinyl- 1 - 
y l)-butan- 1 ,4-dione, 



(50) (S )-2-(4-amino-3 -chloro- 5 -trifluoromethy 1 -benzyl )-4-[4-(2-oxo- 1,2,4,5 -tetrahydro- 
1 ,3 -benzodiazepin-3-yl)-piperidin- 1 -yl] - 1 -(4~pyridin-4-yl-piperazin- 1 -yl)-butan- 1 A- 
dione, 



(5 1 ) (S)-2-(4-amino-3-chloro-5-trifIuoromethyl-benzyl)-4-[4-(2-oxo-l ,2 5 4,5- 

tetrahydro- 1 , 3 -benzodiazepin-3 ~y I)~piperidin~ 1 -y 1] - 1 -(3 -perhydro-azepin- 1 - 
yl~azetidin-l ~yl)~butan~l ? 4-dione, 
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(52) (S)-2-(4-amino-3 -chloro~5 -trifluoromethy l-benzyl)~ 1 - [4-( 1 -benzyl-piperidin- 

4-yl)-piperazin- 1 -yl] -4- [4-(2-oxo- 1 ,2,4,5-tetrahydro™ 1 5 3 -benzodiazepin-3 - 
yl)-piperidin- 1 -yl] -butan- 1 ,4-dione, 

(53) (S)-2-(4-amino-3 -chloro- 5 -trifluoromethyl-benzy 1 )- 1 - [4-(4-benzyl-piperazin- 

1 -yl)-piperidin- 1 -yl]-4-[4-(2-oxo-l ,2A5-tetrahydro- 1 ? 3-benzodiazepin-3- 
yl)~piperidin~ 1 ~y l]-butan~ 1 ,4-dione, 

(55) (S)-2»(4"amino»3«chloro-5-trifluoromethyl-benzyl>l-[4<4- 

dimethylaminomethy l-phenyl)-piperidin- 1 -y 1] ~4-[4~(2~oxo- 1 ,2,4 , 5 - 
tetrahydro-1 3-benzodiazepm-3-yl)-piperidm-l-yl]-butan--l 9 4~dione, 

(5 6) (S)-2-(4~amino~3 ~chloro~5-trifluoromethy 1-benzy l)-4~ [4-(2~oxo- 1 ? 2 ? 4 9 5 - 

tetrahydro- 1 ? 3 -benzodiazepin-3 -yl)-piperidin- 1 -y 1] - 1 - { 4- [4-(2 ,2 ,2- trifluoro- 
ethyl)-piperazin- 1 -y 1] -piperidin- 1 -y 1 } -butan- 1 , 4-dione, 

(57) (S)-2-(4-amino-3-chloro-5-triflu^^ 

4,4 t -biplperidmyl- 1 -y l)-4- [4-(2-oxo- 1,2,4,5 -tetrahydro- 1 , 3 -benzodiazepin-3 - 
yi)~piperidin- 1 -yl] -butan- 1 ,4-dione, 

(58) (S)-2-(4-amino-3 -chloro- 5 -trifluoromethyl -benzyl)- 1 -(9 -methyl - 3 , 9-diaza- 

spiro[5.5]undec~3~yl)-4~[4-(2»oxo~l >2 A5-tetrahydro~ 1 > 3 -benzodiazepin-3 - 
y l)-piperidin- 1 -yl]-butan- 1 ,4-dione, 

(59) (S)«2-(4"amino-3-cMoro-5-trifluoromethyl-benzyl)"4-[4™(2-"OXO-l,2 ? 4 ? 5- 

tetrahydro-1 ,3-benzodiazepin-3-yI)-piperidin-l -yl] - 1 -(4-piperidin-l -yl- 
methyl-piperidin- 1 -yl)-butan-l ,4-dione, 

(60) (S)-2-(4-amino-3-chlorO"5-trifluoromethyI-benzyl)- 1 -[4-(2-dimethylamino- 

ethyl)-piperidin~ 1 ~yl]-4-[4-(2-oxo~ 1 ,2,4,5-tetrahydro- 1 5 3-benzodiazepin-3- 
yl)-piperidin- 1 -yl] -butan- 1 ,4-dione, 

(63) (S)-2~(4-amino~3-chloro^ 

tetrahydro- 1 ,3 -benzodiazepm-3 -yl)-piperidin- 1 -yl] - 1 -piperidin- 1 -yl-butan- 
1 ,4-dione, 

(64) (S)-2-(4-amino-3-chloro-5-trifluoromethyl-benzyl)»4-[4-(2-oxo-l,2,4 ? 5- 

tetrahydro-1 5 3-benzodiazepin- 3 -yl)-piperidin- 1 -yl] - 1 -(4-propyl -piperidin- 1 - 
y]>butan- 1 ,4-dione, 

(65) (S)-2-(4-amino~3 -chloro-5-trifluoromethyl-benzyl)- 1 ~(4~benzyl-piperidin- 1 - 

yl)-4- [4-(2-oxo- 1 ,2,4,5 -tetrahydro- 1 ,3-benzodiazepin- 3 -yl)-piperidin- 1 -yl] - 
butan- 1,4-di one, 
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(66) (S)-2~(4-amino-3-chloro-5-trifluoromethyl»benzyl)- 1 ~[4-(2-diethylamino- 

ethyl)-piperidin- 1 -yl]-4-[4-(2-oxo-l ,2 7 4,5-tettahydro-l >3-benzodiazepin-3- 
yl)-piperidin- 1 -yl]-butan~ 1 ,4~dione, 

(67) (S)-2-(4-amino-3*chloro-54rifluoromethyl-benzyl)- 1 ~(3-aza-spiro[5.5]undec~ 

3-yl)-4-[4-(2-oxo- 1 ,2,4,5-tetrahydro-l ,3~benzodiazepin-3-yl)-piperidin-l - 
yl]-butan-l ,4-dione, 

(68) N-( 1 - { (S)-2-(4-amino-3-cWoro«5-trifluorom 

1 ,2,4, 5-tetrahydro- 1 ,3-benzodiazepin-3-yl)-piperidin- 1 -yl] -butyryl } - 
piperidin^-yl^N-methyl-methanesulphonamide, 

(69) N-(l - {(S)-2-(4-amino-3^ 

1 ,2,4,5 -tetrahydro- 1 ,3 -benzodiazepin- 3 -yl)-piperidin- 1 -y 1] -buty ry 1 } - 
piperidin-4-yl)-methanesulphonamide, 

(70) (S)»2"(4-amino-3"Chloro-5»trifluoromethyl -benzyl)- l-[4-(cyclopentyl-methyl- 

aniino)-piperidin- 1 -yl] -4-[4-(2-oxo- 1 ,2,4, 5-tetrahydro- 1 ,3-benzodiazepin-3- 
yl)-plperidin- 1 -yl] -butan- 1 ,4-dione, 

(71) (S)-2-(4-amino-3"Chloro-5-trifluoromethyl-benzyl)-l -(4-methyl~piperidin- 1 - 

y l)-4- [4-(2-oxo- 1 ,2,4 , 5 -tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin- 1 -y 1] - 
butan- 1,4-dione, 

(72) methyl (1 -{(S)-2-(4-amino-3-chloro-5-1xifluoromethyl-benzyl)-4-oxo-444-(2^ 

oxo- 1 ,2,4, 5 -tetrahydro- 1 ,3 -benzodiazepin-3-yl)-piperidin- 1 -yl]-butyryl } - 
piperidin»4-yl)»acetate, 

(73) (S)-2-(4-amino-3-chloro-5-trifluoromethyl-benzyl)- 1 -(4-hydroxy-piperidin-l- 

yl)-4-[4-(2-oxo- 1 ,2,4,5-tetrahydro-l ,3-benzodiazepin-3-yl)-piperidin- 1 -yl]- 
butan- 1,4-dione, 

(74) (S)-2-(4-amino-3-chloro-5-trifluoromethyl-benzyl)-4»[4-(2-oxo- 1 ,2,4,5- 

tetrahydro- 1 ,3 -benzodiazepin-3-yl)-piperidin- 1 -yl] - 1 -(4-trifluoromethyl- 
piperidin- 1 -yl)-butan-l ,4-dione, 

(75) (S)-2-(4-amino-3-chloro-5-trifluoromethyl-benzyl)-l -[4-(l , 1 -dloxo-l ,6- 

isothiazolidin-2-yl>piperidin- 1 -yl]-4-[4-(2~oxo~ 1 ,2,4,5~tetrahydro-l ,3- 
benzodiazepin-3 -yl)-piperidin- 1 -yl]-butan- 1 ,4-dione, 

(76) (S)-2-(4-amino-3 -cWoro-5-trifluoromethyl-benzyl)- 1 ~[4-(2~oxo-perhydro- 1,3- 

oxazin-3 -yl)-piperidin- 1 -yi]-4- [4-(2-oxo- 1 ,2,4, 5 -tetrahydro- 1,3- 
benzodiazepin-3 -yl)-piperidin- 1 -yl] -butan- 1 ,4-dione, 
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(77) methyl l-{(S)-2«(4-aminO"3"Chloro-5-trifluoromethyI-benzyl)~4-oxo-4-[4-(2- 

oxo- 1,2,4,5 -tetrahydro- 1 , 3 -benzodiazepin-3 -y l)~piperidin- 1 -y 1] -butyryl } - 
piperidine-4-carboxylate, 

(78) (S)-2-(4-amino-3-chloro-5-trifluoromethyl~benzyl)- 1 -(4-cycIohexyl-piperidin- 

1 -yl)-4-[4-(2-oxo- 1 ,2,4,5~tetrahydro-l ,3-benzodiazepin-3-yI)-piperidin-l~ 
yl]~butan-l ,4-dione, 

(79) (S)-2--(4-ammo-3--chloro-5-trifluoromethyl»ben2yl)- 1 -(4-tert-butylamino- 

piperidin- 1 -yI)-4-[4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3-benzodiazepin-3-yl)- 
piperidin- 1 -y 1] -butan- 1 ,4-dione, 

(80) (S>2~(4-amino-3-chloro-5-Mfl^^ 

tetrahydro- 1 ,3 -benzodiazepine -yl)-piperidin~ 1 -yl]-l -(4~phenyl -piperidin- 1 - 
yl)-butan- 1 ,4-dione, 

(81) (S)-2-(4-anuiu^^ 

tetrahydro- 1 ,3 -benzodiazepin-3-yI)-piperidin- 1 -yl]- 1 -(4-p-tolyl-piperidin- 1 - 
yl)-butan-l ,4-dione, 

(82) 8-{(S)-2-(4-amino-3-chloro~5-tri£ta^^ 

1 ,2,4, 5 -tetrahydro- 1 ,3 -benzodiazepine -y l)-piperidin- 1 -yl] -buty ry 1 } - 1 ,3 ,8- 
triaza-spiro[4,5]decan-2,4-dione, 

(83) (S)~2~(4-amino-3 -chloro- 5 -trifluoromethyl-benzyl)- 1 - [4-(2-oxo-imidazolidm- 

1 -y I)-piperidin~ 1 -yl] -4- [4-(2-oxo- 1 ,2 ,4 9 5 -tetrahydro- 1 ,3 -benzodiazepin-3 - 
yl)-piperidin-l -ylj-butan- 1 ,4-dione, 

(84) (S)»2-(4~amino»3"cUoro-5-trifluoromethyl-benzyl)-l-(4-amino-'4-methyl-" 

piperidin- 1 -yl)-4- [4-(2-oxo- 1 ,2 ,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)- 
piperidin- 1 -ylj-butan- 1 ,4-dione, 

(85) (S)-2~(4-amino-3 -chloro- 5 -trifluoromethy 1-benzy 1)- 1 - [4-( 1 -methyl-piperidin- 

4-yl)-piperazin- 1 -yl]-4-[4-(2-oxo- 1 ,2,4, 5 -tetrahydro- 1 ,3~benzodiazepin-3- 
yl)-piperidin- 1 -yl]~butan~ 1 ,4-dione, 

(87) (S)-2-(4-amino~3 -chloro- 5 -trifluoromethyl -benzyl)- l-[4-(2-methy 1-imidazol- 

1 -yl)-piperidin-l-yl]-4-[4-(2-oxo-l,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 - 
yl)-piperidin- 1 -yl] -butan- 1 ,4-dione, 

(88) (S)~2-(4~amino-3 -chloro-5-trifluoromethyl -benzyl)- 1 -[4-(4-methyl-imidazol- 

1 -yl)-piperidin- 1 -yl]-4-[4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3- 
yl)-piperidin- 1 -yl]-butan- 1 ,4-dione, 
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(89) (S)-2»(4-amino-3»chioro-5»trifluoromethyl»benzyl)-4»[4«(2-oxo» 1 ,2,4,5- 

tetrahydro- 1 ,3 -benzodiazepine -yl)-piperidin-l -yl)» 1 ~(4-thiazol-2-yl- 
plperazin- 1 -yl)-butan-l ,4-dione, 

(90) (S)-2<4-amino-3-cMoro-5-trm^ 

imidazole 1 -yl)-piperidin- 1 -yl]-4-[4-(2-oxo»l ,2,4,5-tetrdiydrO" 1 ,3- 
benzodiazepin-3 ~yl)~piperidin- 1 -yl] -butan- 1 ,4-dione, 

(91) (S)-2-(4--amino-3--chloro-5-trifluoromethyl--benzyl)- 1 -(4-Imidazol- 1 -yl- 

piperidin- l-yl)~4~[4-(2~oxo- 1 ,2,4,5~tetrahydro-l ,3-benzodiazepin~3~yl)~ 
piperidin- 1 -yl]-butan- 1 ,4-dione, 

(92) (S>2-(4»amino-3-chloro»5»trifluoromethyI-benzyl)«4-[4«(2»oxo^ 1 ,2,4,5- 

tetrahydro- 1 ,3 -benzodiazepin-3-yl)-piperidm- 1 -yl]~ 1 -(4- 1 ,2,4-triazol- 1 -yl- 
piperldin- 1 -y l)-butan- 1 ,4-dione, 

(93 ) (S )-2-(4-amino-3 -chloro- 5 -trifluoromethy 1-benzy 1)- 1 - [4-( 1 ~aza- 

bicy cl o [2.2 .2]oct-3-yl)-piperazin- 1 -y 1] -4- [4-(2-oxo- 1 ,2 ,4,5 -tetrahydro- 1 ,3 - 
benzodiazepin-3 -yl)-piperidin-l -yl]-butan-l ,4-dione, 

(94) (S)-2-(4-amino-3-chloro-5-trifluoromethyl-benzyl)-4-[4-(2--oxo- 1 ,2,4,5- 

tetrahydro- 1 ,3 -benzodiazepin-3 -y l)-piperidin~ 1 -y 1] - 1 -piperazin- 1 -y 1-butan- 
1 ,4-dione, 

(95) 4-{(S)-2-(4-amino-3-chloro-5-trifluoromethyl-benzyi)-4-oxo-4-[4-(2-oxo- 

1 ,2,4;, 5 -tetrahydro- 1 ,3-benzodiazepin-3-yl)-piperidin- 1 -yl]-butyryl} - 
piperazin- 1-sulphonic acid (l-methyl-piperidin-4-yl)-am!de, 

(98) l-{(S)-2-(4-ammo-3-chloro-5-trifluoromethyl-benzyl)-4-oxo--4-[4-(2-oxo- 

1 ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin- l-yl]-butyryl}~ 
piperidin-4-carboxylic acid, 

(99) (1 - {(S)~2~(4~amino~3~chloro~5-M 

1 ,2,4,5-tetrahydro- 1 ,3-benzodiazepin-3-yl)-piperidin-l-yl]»butyryl} - 
piper idin-4-yl)-acetic acid, 

(100) (3)-2-(4-amino-3-chloro-5-tri^ 

bicyck>[3.2. 1 ]oct-3-yl)-piperazin- 1 -yl]-4-[4-(2-oxo-l,2,4,5-tetrahydro-l ,3- 
benzodiazepin-3 -yl)~piperidin- 1 -yl]-butan- 1 ,4 -dione, 

(101) (S)-2-(4-amino-3"Chloro-5»trifluoromethyl-benzyl)-4-[4-(2-oxo-l,2,4,5- 

tetrahydro- 1 ,3 -benzodiazepin- 3 -y l)-piperidin- 1 -yl] - 1 -(4-piperazin- 1 -y I- 
piperidin- 1 -yl)-butan- 1 ,4-dione, 
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(102) (S)-2<4~amino~3-chloro~54rifta 

piperidin- 1 -yl] -4-[4-(2-oxo- 1 ,2 A5~tetrahydro- 1 * 3 -benzodiazepin-3 -yl)- 
piperidin- 1 -y I] -butan- 1 ,4-dione, 

(103) (S>2<4-amino-3~chloro-5-trifluo 

tetrahydro- 1 ,3 -benzodiazepm-3-yl)-piperidin- 1 -yl] - 1 - {4- [4-(2 > 2,2-trifluoro- 
acetyl)-phenyl] -piperazin- 1 ~yl } -butan- 1 ,4-dione, 

( 1 04) (S)-2-(4-amino-3 -chloro-5-trifluoromethyl-benzyl)- 1 - [4-(4-methy 1-piperazin™ 

1 -y I)-piperidin~ 1 ~y 1] -4~ [4-(2-oxo- 1 ,4-dihy dro-2H-quinazolin- 3 -yl)-piperidin- 
1 -yl]-butan™ 1 ,4-dione, 

(105) (S)-2-(4-amino-3-chloro-54riflu^ 

l-yl)-piperidin-l--yl]-"4--[4--(5"-oxo--3--phenyl--4 > 5-dihydro- 1 ,2,4-triazol- 1 -yl)- 
piperidin- 1 -yl ] -butan- 1 ,4-dione, 

(106) (S)~2~(4-amino~3-cMoro~5-trifluorom 

1 -yl)-piperidin- 1 -yl] A- [4-(2-oxo- 1 ,2-dihydro-imidazo [4,5~c] quinoline- 3 -yl)- 
piperidin-l~yl]-butan~l,4-dione, 

(107) (S)-2-(4-araino-3-cWoro-5-trifl 

1 -y l)-piperidin- 1 -yl] A- [4-(2~oxo~ 1 ,2~dihydro-4H-thieno [3 ,4-d]pyrimidin- 3 - 
y l)~piperidin- 1 -yl] -butan- 1 ,4-dione, 

( 1 08) (S)»2-(4-amino~3 -chloro-5-trifluoromethyl-benzyl)- 1 -[4-(5-methyl-2,5-diaza- 

bicyclo [2.2, 1 ]hept-2-yl)-piperidin- 1 -yl] -4- [4-(2-oxo- 1 ,2,4, 5 -tetrahydro- 1,3- 
benzodiazepin-3-yl)-piperidin-l -yl]-butan-l ,4-dione, 

( 1 09) (S)-2-(4-amino-3 , 5 -bis-trifluoromethyl-benzyl)- 1 - [4~(4-methyl~perhydro- 1 ,4- 

diazepin- 1 -yl)-piperidin~ 1 -yl]-4-[4-(2~oxo- 1 ,2, 4,5 -tetrahydro- 1,3- 
benzodiazepin-3 -y l)-piperidin- 1 -y 1] -butan- 1 ,4-dione, 

(110) (S)-2-(4-amino-3 ? 5-bis-trifluoromethyl-benzyl)-l ~[4-(l-methyl~piperidin-4- 

yl)-perhydro-l ,4-diazepin- 1 -yl]-4-[4-(2-oxo-l ,2,4,5-tetrahydro- 1 ,3- 
benzodiazepin-3 -yl)-piperidin- 1 -yl] -butan- 1 ,4-dione, 

(111) (S)-2-(4-amino-3 ,5-bis-trifluoromethyl-benzyl)- 1 - [4-( 1 -methyl-piperidin-4~ 

yl)-piperazin- 1 -yl] -4- [4-(2-oxo- 1 ,2 ,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)- 
piperidin- 1 ~yl]-butan- 1 ,4-dione, 

(1 1 2) (S)-2-(4-amino-3,5-bis-trifluorom^^^^ 

3-yl)-piperazin- 1 -yl]-4-[4-(2-oxo-l ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3- 
yl)-piperidin- 1 -yl]-butan- 1 ,4-dione, 
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(113) (S)-2-(4»amino»3,5»bis-trifluoromethyl-benzyl)- 1 -[4-(4-methyI-piperazin-l - 

yl)~piperidin-l -yl]-4-[4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3-benzodiazepin~3~yl> 
piperidin- 1 -y 1] -butan- 1 ,4-dione, 

(114) (S)-2"(4-amino»3 ? 5-bis-trifluoromethyl-benzyl)»4»[4-(2-oxo-l ? 2,4 5 5- 

tetrahydro- 1 ,3-benzodiazepin»3-y l)~piperidin- 1 -yl] - 1 -(4-perhydro-azepin- 1 - 
yl -piperidin- 1 ~yl)-butan- 1 ,4-dione ? 

(115) (S)-2-(4-amino-3 5 5-bis-trifluoromethyl-benzyl)-l™ 1 ,4 ! -bipiperidinyl-l -yl-4-[4- 

(2-oxo~ 1 ,2,4,5-tetrahydro- 1 ,3-benzodiazepin-3 -yl)-piperidin~ 1 -yl]~butan- 1 ,4- 
dione, 

(116) (S>2-(4~amino~3,5~bi3-1riflu^ 

tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin- 1 -yl] - 1 -(4~piperazin- 1 »yl- 
piperidin-1 -yl)-butan-l ,4-dione, 

(117) 4-(2-oxo- 1 ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3-yl)-piperidin- 1 -carboxylic 

acid- { (R)- 1 -(4-amino-3 ,5 -bis-trifluoromethyl-benzyl)-2-[4-(4-methyl- 
piperazin- 1 ~yl)~piperidin- 1 -y 1] -2-oxo-ethyl } -amide, 

(118) 4-(2-oxo- 1 ,2,4, 5 -tetrahydro- 1 , 3 -benzodiazepin-3 -y l)-piperidin- 1 -carboxylic 

acid~{(R)~ 1 »(4-aminO"3,5"bis-trifluoromethyl-benzyI)»2"»[4-(l -methyl- 
piperidin-4-yl)-piperazin- 1-yl] -2-oxo-ethyl} -amide, 

(119) 4~(2~oxo-l ,2,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin- 1 -carboxylic 

acid- [(R)- 1 -(4-amino-3 ,5-bi s-trifluoromethyl -benzy l)-2« 1 ,4 -bipiperidiny 1- 1 - 
yl-2-oxo-ethyl] -am ide, 

( 1 20) 4~(2-oxo- 1 ,2 ,4,5-tetrahydro- 1 ,3 -benzodiazepin-3 -yl)-piperidin- 1 -carboxylic 
acid- [(R)- 1 -(4-amino-3 ,5 -bis-trifluoromethy I -benzy l)-2-oxo-2-(4-piperazin- 
1 -y 1-piperidin- 1 -y l)-ethyl ] -amide, and 

(121) (R)~ 1 -(4~amino-3-chloro-5 -trifluoromethyl-benzyl)-2-[4-(4-methyl-piperazin- 

1 -yl)~piperidin-l ~yl]-2-oxo~ethyl 4-(2~oxo- 1 ,2,4,5-tetrahydro- 1 ,3- 
benzodiazepin»3-yl)-piperidin- 1 -carboxylate, 

(122) 4 (2 oxo 1/1 dihydro 2H quinazolin 3 y I) piperidin - 1 •^e^be^Ue^tm^rj^ 

[1,4'jbipiperidinyl T yl 1 ( 4 b ro m O"3- me t hy l- benz y l )- 2 " Oxo ethyl] am i de, 

bromo 3 methyl ben zy l) 2 (V methyl [4,4'jbipiperidinyl 1 yl) 2 oxo ethyl] 
a mide, 

(121) 4 (2 oxo ^ l,4"dihydro-2H - quinazol 4 n^ (1 ( 1 

bromo 3 methyl - benzyl ) 2 [ 4 ( 4 met h yl piperazin 1 yl) p iperidi n 1 yl] 2 

oxo~eihyl ) -amide? 
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4 (2 oxo 1,4 dihyd r o 2H qu inazolin 3 - y l)- p ip erid i n - l - H3a jrbox y lie- a cid (1 (4- 

bromo 3 methyl benzyl) 2 [4 (1 methyl piperi di n 4 yl) piperazin 1 yl] 2- 
oxo ethyl] amide, 



quinazolin 3 yl) 1 pip eridi n 1 earbonyl] - ^ 
piperazin 1 yl) acetate, 

(4^7) efey Kl' (3 (4 bromo 3 methyl phenyl) 2 ([4 (2 oxo M dihydro 2H 

[4 ,4 T ]b ipiperidinyl - 1 - yl j-a e eta t e ^ 



£133)- 



ethyl (1 [1 (3 (1 bromo 3 methyl phenyl) 2 ( -{4 (2 oxo 1,4 dihy dro 2 H 
quinazolin 3 yl) piperidin 1 carbonyl] amino} prop ie nyl) piperazin 1 yl] 
piperidin 1 ylj acetate, 



(4 [1 (3 (4 b ro m o 3 met hyl phen y l) 2 {[-1 (2 oxo 1,4 dih y dro 2H 

piperazin 1 yl} acetic acid, 

(130) [l' - (3 - ( 4 br om o 3 methyl phenyl) 2 {[A (2 oxo 1,4 dihydro 2H quinazolin 3 

yl) pi p er i d in^- e ari ^ n^^ 1 - yl] - acetic 

aeidj 

H [4 (3 (4 bromo 3 methyl ph e nyl) 2 {[A (2 oxo 1,4 -di hydro 2H 

quinazolin 3 yl) piperidin 1 carbonyl] amino) propionyl) piperazin 1 yl] 
p i pe ridin- l -yt-j - a e e t ic- a ei d - , - 



2 (4 bromo 3 methyl benzyl) 1 [4 (4-methyl-piperaz^ 
4 [4 (2 oxo 1,4 dihydro 2H quinazolin 3 yl) piperidin 1 y l] butan 1,4- 
dionc, 



2 ( 4 brom o 3 m&&yt~b®^^ 1 yl) 4 [4 (2 

e xo 1 , 4 -difeydge-2H^ 

(154) HM'jBipiperidinyl l 1 yl 2 (4 br -e mo 3 methyl beagyl) 4 [4 (2 oxo 1,4 

dihydro 2H ' quinazolin 3 yl) piperidin 1 yl] butan 1,4 dione, 

io-3 -methyl-benzyl)- 1- { 4-[4-(3 -dimetbylan*ino propyl) - phony 1}- 
p iperazin 1 yl} 4 [4 (2 oxo 1,4 dihydro-2-H-quina%ofo 
yl] butan M dione, 



^4- (4 -f 2 -(4- bromo -3 ■ methyl- benzyl) 4 oxo 4 [4 (2 oxo M dihydro 2H 
quinaz o l i n --3-- yl) -- pipe ri din - l - y l] bu ty rylj pi peridin 4 yl) piperazin- 1 yl] ■ 
a cetic acid. 
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methyl (l f ■ (2 - (4 bromo 3 methyl benzyl) 4 oxo 4 [4 (2 oxo 1, 1 dihydro 2H 
q- VH - nazel - m ^ ^ y - 1 ) acetate; 

(V {2 (1 bromo 3 methyl benzyl) 1 ox^ 1 [1 (2 oxo 1,1 dihydro 21 4- 
qu inazolin 3 yl) piperidin 1 yl] butyryl) [1,1 r ]bq>iperidinyl 1 yl) acetic 
acid, 



chlero-3-methyl-benzyl)-2-[4-(4-methyl"pipemzin"l-yl)-pip 1 yl] 2~ 

e xo et hy l} amide, 

(110) 1 - (2 oxo 1,1 dihydro 2H quinazoiin 3 yl) piperidin 1 carboxylic acid [2 

[l,4 f ]bipipcridinyl T yi 1 (4 chloro 3 methyl benzyl) 2 oxo - efey - lj - amid e^ 



chlo r o- 3 - m eth yl benzyl) 2 [1 (1 methyl piperidin 4 yl) piperazin -4-y4]-2- 
oxo ethyl] amide ^ 



4 - (2 ' oxo - 1 ,4 dihydro 2H quinazoiin 3 ■ yl) ■ piperidin 1 carbox - yMe^ 
chloro-3 - me t hy l- ben z yl )- 2 - (1 - methyl - [4 ,4'] bipiperidinyl- 1 -yl:)-2-oxe-ethyl] - 
amide : 



e thyl [V (3 (4 chloro 3 methyl phenyl) 2 {[1 (2 oxo 1,1 dihydro 2H 

quinazoiin 3 yl) piperidin 1 carbonyl] amino) propionyl) 
^ ^^bipip eridm yl ■■ 1 yl ]-acet at e ; 

(444) te rt butyl ( 1 [1 (3 ( 1 chl oro 3 m eth yl ph e nyl ) 2 ( - {1 (2 oxo 1,1 d i hydro 2H 

q uinazoiin 3 yl) piperidin 1 carb onyl amino] propionyl) piperidin 1 yl] 
piperazin 1 yl) acetate, 



chloro 3 - methyl - benzyl) - 2 oxo 2 -"- [l L (2,2 ? 2 -t rifluoro -e thy l)- 

[1,1 r ]bipip e£i dinyl 1 yl] ethyl) amid e F 

1 (2 oxo 1,1 dihydro 2H quinazoiin 3 yl) piperidin 1 ■ carboxylic acid - (1 ( 4- 
chloro - 3 - methyl - ben zy l) - 2-oxo ■ 2 - ( 4 ■ [ - 4 -- (2,2,2 --- t rM^ 



yl) piperidin 1 carbonyl] amino) propionyl) [4,4 r ]bipiperidinyl 1 yl] acetic 
acid, 

(14S) 2- ( 4- ohloro - 3 - methyl - benzyl) - l - [ 4- ( 4- ethyl-piperazin -l y l) pip eridin 1 yl] 4 

{4 (2 oxo 1,4 dihydro 2H quinazoiin 3 yl) piperidin 1 yl j butan 1,1 dion % 
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£4-49) 2 (1 chloro 3 methyl benzyl) 1 (V m ethyH ^ f ]bipipcridinyl 1 yl ) 1 [ 1 (2 

e xo - 1,4 dihydro 2H quinazolin 3 yl) piperidin 1 yl] butan M dione> 

(-ISO) 1 [l,1'] B ip ipe ridin y l 1' yl 2 (1 chloro 3 meth^benzyl) 1 [ 4 (2 oxo 1, 1 

dihydro 2H quinazolin 3 yl) - piperid^ 



-fl chloro 3 methyl benzyl) 1 [4 (A methyl piperazin 1 yl) piperidin 1 yl] 
A [A ( 2 oxo M dihydro 2H - quinazolin 3 yl) piperidin 1 yl] butan M 



£t£2) 2 (4 chloro 3 methyl ■■ benzyl ) ■ 1- [ 4- -(1 - m eth y l pi p e rid i n^y l)-p i pe ra g m - l -y l -}" 

A [A (2 oxo I, A dihydro 2H qu in azolin 3 yl) piperi d in - 1 yl] b uta n 1, 4 

dione, 



-(4-chloro-3 - methy l- be n z yl ) 1 [ 4 ( 4 methanesulphonyl ■ piperazin 1 yl) 



pi p eridi n ^ 
b utan 1,4 dione, 



(±£5)- 



2 (4 chloro 3 methyl benzyl) 1 [A (A isopropyl piperazin 1 yl) -piperidin-l- 

yl] . -4 -[ 4 -(2 -oxo -1,4 dihydro 2H quinazolin 3 yi) piperidin 1 yl] butan 1,1 
di o n% 

eth yl 1 (2 (1 chloro 3 methyl 4>enz - yl - ) ^ ^^ 

quinazolin 3 yl) piperidin 1 yl] butyr - yl) A (1 methyl pip eridin 4 yl) 
piperazin 2 carboxy late, 

(-1-54) eth y l 1 (1 (2 (4 chloro 3 methyl benzyl) A oxo 4 [1 (2 oxo 1,1 dihydro 2H 

quinazolin 3 yl) pipe-ridm4 -yl]-buty^ 
piperazin 2 carboxylat -% 



-eth yl A (1 [2 ( 1 chloro 3 methyl benzyl) 4 oxo A [A (2 oxo 1,1 dihydro 2H 



p iperazin 2 carboxylat e^ 

(4^8) ethyl 1 (2 (1 chloro 3 m e thyl benzyl) 1 oxo 4 [1 (2 oxo 1, 1 di h y dro 2H 

quinazolin 3 yl) piperidin 1 yl] butyryl) 1 (1 methyl piperidin 1 yl) 
pip e razin - 2-carboxylate, 



piperidin 1 yl] 1 [V (2,2,2 trifluoro ethyl) [4,1 ^bipiperidmyM - yl - j - butan - 
1,1 dione, 



- 2 ( /j - eh le ro -3 - meth yl- benzyl ) 1 [1 ( 2 oxo 1,4 dihydro 2H quinazolin 3 yl) - 



y l) butan 1,1 dione, 
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<464-) PHI (2 (4 chlor o 3 methyl benzy l) 1 oxo 1 [1 (2 oxo 1,1 dihydro 2H - 

quinazolin 3 y l) pip eridin 1 yl] butyryl) piperidin 4yl) pip er az i n - 4 yl ] 

acetic acid, 

(US) methyl (l r {2 (1 chloro 3 methyl b enzy l) 4 oxo 4- [1 (2 oxo 1,1 dihydro 2H 

quinazo M n - 3 - yt> - piperidin" l yl] butyryl} [4,1'JbtpiperidinyI 1 yl) acetate, 

(46-3-) (r (2- (4 ch loro 3 methyl benzyl) 4 oxo 1 [1 (2 oxo 1,1 di hydro 2H 

quiaag olin 3 yl) piperidin 1 yl] butyryl H ^ ^bipiperidinyl 1 yl ) a cetic 

(+64) 1 [2 (1 e hloro 3 m e t hyl benzyl) 1 oxo 1 [1 (2 oxo 1, 1 dihydro 2H 

quinazolin-3-yl)-piperi din 1 yl] butyryl) 1 (1 methyl piperi din 1 yl ) 
piperazine 2 carboxylic acid, 



(465) 1 (1 (2 ( 1 ch loro 3 methyl be nzyl) 1 ox o 1 [1 ( 2 oxo 1,1 dihydro 2H 

quinazolin 3 yl) piperidin - 1 y l] butyryl) - piperidin 4 yl) 4 methyl 

pipcrazi-ne-2-earboxy I ie acid^ 

fl66) 1 (1 (2 (4 c hloro 3 methyl benzyl) 1 oxo 1 [4 (2 o xo 1, 1 dih ydro 2 H 

quinazolin 3 yl) piperidin 1 yl] butyryl] pip e ridin 4 yl ) 1 m eth yl 
p iperazine 2 carboxylic -aeid? 

(167) 2 ( 4 chlorO " 3 - methyl - ben zyl) 1 [4 (1 m e thyl piperidin 1 yl) piperazin 1 yF f- 

butan 1,1 dioB% 

<4£8) 2 (1 chloro 3 methyl - benzyl) 1 [ 4 ^ 4- methyl piperaz in 1 yl) piperidin 1 yl] 

4 [ 4- (2 oxo - 1 ^ 3 yl) piperidin 1 yl] 

b ut an - l y4-' dione^ 



1,2,4 triazol 1 yl) piperi di n-l -y l - } - but y ryl) piperidin -4 yl) pip e razin 1 yl] 

acetic acid, 

-methyl fl 1 {2- ( 4 ■c hloro 3 m e thyl benzyl) 4 oxo 4 [4 (5 oxe-3-phenyl-4^- 



dihydro 1,2, 1 triazol 1 yl) piperidin 1 yl] butyryl) - 4, 4'-bipip eridinyl 1 yl) 
aeetat% 



(V {2 ( 4 chloro - 3 -methy l- benzyl) 1 oxo 1 [4-(5 oxo 3 phenyl 4,5 dihydro 
1 ^2,4 -triazol-l-yl) piperidin 1 yl] butyryl) 4,1' bipiperidinyl 1 - yl) - acetic 

2 (3 bromo 4 chloro 5 methyl - benzyl^ 1 yl) 

piperidin l yl]- 4 " -E4 -{ 2- ox o ^ 3 yl) piperidin 1 ■ yl] ■ 

butan - 1, 4 - dione; ;- 
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(473)- 



2 (3 brom o 1 chloro 5 m ethyl " benzy l )- ^ [4,4']bipiperi dinyl 1 yl) 

4-{4"(2-oxo M dihydro-2H-qtiinazoHn 3 yl) piperidin 1 yl] - butaa 1,4 

dione? 

2 (3 bromo 4 chloro 5 methyl benzyl) 4 -[ 4 ■ (2- oxO"l, 4 "di by dr o-2 H - 
quinazolin 3 ■ yl) ■ piporidin - 4 - y - l -3~-l-^ ^ b utan 1 ,4 ■ 

d*en% 



(175 ) 2 " (3 - bromo A chloro 5 methyl benzyl) 1 [4 (1 methyl piperidin A yl) ■ 

pipera zi n 1 yl] 4 [4 (2 oxo 1,1 dihydro 2H quinazolin ■ 3 yl) piperidin 1 
yl] butan M dionc, 



211-quinazolin-^ 4 y j) piperazin 1 yl] 

a c e tic ao i d ,- 

- methyl(r [2 (3 bromo 4 chloro - 5 - methyl - benzyl) 1 oxo 4 \A (2 o x - o-M 



dihydro 2H- quinazolin 3 yl) pipe^idi33r4-yl]~butyryl} 
yl) aceta te^ 



■ ( ■ F - {2 - (3 - bromo 4 chloro 5 methyl -b enzyl) 4 oxo 4 \4 (2 oxo 1,4 dihydro 



2H quinazolin 3 yl) piperidin 1 yl] butyryl) [^^^bipiperidinyl-l-yO-acoti e 
aeid? 

(179) 4 ( 2"-oxo-4, 4 "d i h yd ro- 2H -q u^ 1 ca rbox ylic acid ( 1 (3 

bromo 4 chloro- 5 m ethyl benzyl) 2 \A (4 meibyl piperazin 1 yl) piperidin 
1 yl] 2 oxo ethyl] amide, 



4 (2 oxo 1,4 dihydro 2H- quinazolin^yl) - pi^ 



eth y l j- am M e, " 



(181) 4 (2 oxo 1,4 dihydro 2H quinazolin 3 yl) piperidin 1 catboxylic acid (1 (3 

bromo 4 chloro 5 methyl benzyl) 2 [4 (1 methyl piperidin ^-yl^pipera z in - 
1 yl] 2 oxo ethyl] amide, 

(4-8-2-) 4- ( 2" Oxo M dihydr o- 2H quinazolin 3 yl) pip eridm-4-ea^ boxyIic acid [1 (3 

bromo 4 chloro 5 methyl benzyl) 2 (1' methyl [ - 1,4 r ]bipiperidmyl - l y\)-2 - 
e^e- ethyl] amide, 



4 (2 oxo 1, 4 dihyd r o --2H" qiunaz o lin - 3 "y l) " piperi a cid [1 (3 

br^mo- 4-- eh l or o- -§- methyl "benzyl) oxo 2 (4 ■ pyridin 4 yl piperazin 1 yl) 
ethyl] ~amide- f 
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(4-84-)- 



- a -^- ehi e i ^ ^ -l riflHej e em e feyl benzyl) 1 (V methyl [^'jbipiperidinyl 1 yl) 4 
]:4^2-oxq-4>4-^ * yl j-tetan 1 ,4-dione, 

2 ( 4 chloro 3 trifluorometh yl-be H^yl) 1 [4 0 m eth y l- pip erazinl yl) 
piperidin 1 yl] 4 [4 (2 oxo 1,1 dihydro 2H quinazolin 3 yl) pi peridi n 1 yl> 
butan 1,4 dione, 



£Mi9)~ 



1/i dihydro 2H quinazolin - 3 yl) pip e ridin - 1 - y l] - bu t an 1 ,4 dion e ? 

[4 (1 [2 (4 chloro 3 trifluoromethyl benzyl) 1 oxo 1 [4 (2 oxo 1,4 dihydro 
2H quinazolin 3 yl) piperidin ' 1 yl] butyryl] piperidin A yl) piperazin 1 yl] ' 
ac et ic a cid, 

methyl ( 1 (2 (4 e-hler4>^^i-i-fluQremethy 1-benzy 1 )- 4~oxo~4~ [4-(2-oxo- 1 .4- 
dj hydro 2H quinazolin 3 yl) piperidin 1 yl] butyryl} [1^ f ]bipiperidinyl 1 
yl) acetate, 

^4-- { -2 ^ 4 ^Moro - 3 - tBfluor e m ethyl"-benzyl) - 4 - oxo - 4 - [4 - (2 ■ oxo ■■ 1 ,4 ■■ dihydro ■ 2B- 

quinazo l in -3 yl) - piperidin 1 yl] butyryl} 

aoi ^- and 

2 (4 chloro 3 trifluoromethyl benzyl) 1 (l 1 methyl [ l ^'^ b ipiperidinyl 1 yl) 1 
{4 ' (2 oxO"l,4 dihydro 2H quinazolin 3 yl) piperidin 1 yl] butan 1,1 dione, 



or an enantiomer, diastereomer or salt thereof. 



Claim 10 (currently amended): A physiologically acceptable salt of a compound 
according to claim 1 . 

Claim 1 1 (previously presented): A pharmaceutical composition containing a compound 
according to claim 1 or a physiologically acceptable salt thereof together with an inert carrier 
or diluent. 



Claim 12 (currently amended): A method for treating or reducing the frequency of 
headache, migraine headache or cluster headache which comprises the administration, to a 
host currently suffering from a headache, migraine headache or cluster headache, or a host 
having an increased risk of suffering from a headache, migraine headache or cluster 
headache, of an effective amount of a compound according to claim 1 or a physiologically 
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acceptable salt thereof 



Claims 13-16 (cancelled) 



